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(57) 



9i-(CHa).-N 



(1) 



agl^^^/v* (■ife««:*B^», 



m^m 1 ] 
liti] 

0-(CH2).-N^ (1) 

/^r 5 / = h D xxt;^^^^ 1 ~ 3 (DT/v^ u^^i? 

n47X*M^ X HigJK T ;v =3r ^ . R ^ ft*^S^5 

[0 0 0 1] 

[0 0 0 2] 
[it 2] 

<i>-{CEz).-N^ (1) 
R' 

[0 0 0 3] Bi&7a;=./uS 

1 7!;=¥; 5 -C-fe 19 . 'l:fLm«E*Si4[l] 

[0 0 0 4] 

MS (rtiiKMiiM) . mn&MMmm&xi^is.'&M-mm 



[0 0 0 5] *l&BJ!»XM^ffim»JW*5ajt 

& 5 fffta-iigs: (1) ^ 5 T ? / f b^tix ft-t 

ti h coi^co 5 . — §|5cOfb-^Jtl(4#PfiBS62-234004-§-i2ir 
«^#ggBg63-2904-§-i&#/i if i>l. ^timSASiS 

tpffittSea^f-M-^l-SGABA (v-r5yg§^) PI* 
f^M (Biochemical Pharmacology Vol.34, No. 23, p417 
3-4177(1985)) ^^^mitm'S.^mmim (journal of 
Medicinal Chemistry, Vol.36, No. 9, pl262-1271 (199 

3)) tAE(DmM\m^n-o^ti>m'^^fix\^^^ 

[0 0 0 6] 

[0 0 0 7] 

I^J^ (1) ©mog^fn LT CDffi^^iiS^ 

^F:«itS;^^oTV^?)5x.{C, -^lyi^^m ( Candida ) 
, ^y7°h3s/*y^S ( Cryptococcus ) tiE(Dmmm 
MM. V3 V>M ( Trichophyton ) , ■v^^n;^ 

( Microsporum ) Jft t'®SJt*ii^1l, St-, T 
y!;-</l.3JfVl'y^M (Aspergillus) J^C if cO^tt^Wt^lj^b 

[0 00 8] IP*,, 7|s:?&?^(ir 5 7ft^i^(l)X(*»'fb 

[0 0 0 9] 

[^BJcDilffirojiffi] -^^(l)^c^3^^-c. <s>x^-^fi 

?>u^'7 :r.:^;um(Dnmmxh^i&mT^us^i^;umt 

bTi±. ^*ftl75M6®T/V=3drV7V£. $f4b<il 
sec-y h dr tert-^ h =5rS^/VS?i i^«^^* 1 



-2- 



/vT 5 y mfj: t^(Dmmm t i^r mmm i nm e ©e«^^ 

tvvr s: y N-y g^/v-N-^g^/vr 5 y N-y f^/v- 
N-:/i3 t7^r 5 y Si^i if cosms t LxmmWc. 1 3 

t-yv^yvS, 3-t°!Jv^;w£, 4-t°y v^;PS/<eif^s^ =^y 
y;vStLTS*. '^Jx.if2-^y y;v£, 3-dryy/wS. 
4-dS^y y if ;as, yfyy^V/umt LTt4, «;!lx.ti2- 

^>^Ky/v». 3-'i'i/Ky/v»/j:if;5S^(fe>ti5o 
r'«$ti5te«T/vdr/v»i: LT(4. 0iJx.«y 

-ry^f-;V», sec-y^/WS, tert-:y^/wa. 
'-^=3rv'/V«/£ t'(Dl^mm. 1 75^ 6 

^PtVv*. y^DtVV»/iif»^^icl7!;53 
-;vS^ -^bi^^y/vS^ yr^v^v^/v-ST'iifcojS^^^ 

[0010] rs./\t-^m{i)y.\t^nh(r>m±. <ikte 
@Sff-eMv^e5^^sla-^0, R^su«nt*Bfriai:^c« 

9i-(CHa).NHa + R'-X 
(5) (6) 

[0 0 17] _h|BSJS8KA. BX0?cic^5^^T. J^^-f 

mr;^^/vr ^ ym (5) t 5 y -ft^ifei (i) i::m-r 5 

[0 0 18] JifBS)S»lf§A. BX{iC(::fi^or#fig$ 



[0011] SiSgBSA : ^#^T/Vxb Kffi(2) i:T 
/Wdr/VT5>'S(3)?r. g^Kaig=-/K o^^y-zK 7^ h 
7 t Kn 7 7 if ®*«^iltt>, 5 ~30'Cr'0. 5~ 6 
B^[igMJ£$*T{t:^fe(4)i;L. ?lt^trw^>W^l|i 
mt^^ttii<. 5%Pd-C. 7-^-=s/^/V/iif«» 
ltt#ltTSi**» (zK*l±3~20kg/cm^) -rS^ltl- 

ii?. -^S;(l)i>lda^^TR';as;^^^Jg^^ n^lT-feS 

[0 0 12] 
[^k3] 

5>-CH0 + R'-NH, * <!i-CH = NR^ 

(2) (3) (4) 

. gi-cHa-NHR" 
(la) 

[0 0 13] RJSSl^B : ^ff^T/Vxb K«(2) i:T 

15~25t-e0.5~6B#raSfS^-1^, lk^^X\ t°yv^y- 

T/V 5 if'cDMTC^J ^-|5i)P-r 5 r 1 J; 19 . -IS 

S(l)^^^3^^TR^;a57Ki^M^. n = lT-fe5fk'g-i^(la) 

[0 0 14] 

(i-CHO + R'-NHa <i-CH,-NHR = 

(2) (3) (la) 

[0015] Rtggggc : ^^mr;v^;vT s. ym (5) 

t^^ti^yitTjV-i^;V(io)t^. ^UUt^^VJ^, Y/V:r. 

y. v?y^/v*/vAT5 Kj'iifw^fra^^t', 3o~iio 
t;r'2~24B^MRlS$*r, li/Ma^Wb^H^ff 5 r 
t\z.i.v)^ -JS^(l)^c:^oV^rR'^s**jS^r*fo5<t:^ 

t)(lb) d5t#f,tL5o 
[0016] 

[^ts] 



» ei-(CH = )„-NHR^ 

(lb) 

[0 0 19] Sfc. _h|SSJsSSKfc:^iev^$i5£Six/cT5 

y'fi:^ti(i)xtt^tbe^®S(i. 

• if»S¥S. fijx.ft\ ffim. ^'ft. 
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[0 0 2 0] JilBSJSftSSA. BRXfC(DmM1fmiCX [0 0 2 11 

m 1 i^^-r. 



4 

5 



4->< h^i'?!;! 
4 vV^AT? ^ 



5 
7 
39 



H 



[0 0 2 2] T5yft^Aa)3i{±^H 

(4\ ^^^v'^S ( Candida ) , ^yyb="y*:^^ (Cry 
ptococcus ) /jiif'coSaitSS, hV^y^ (Iri 
chophyton ) , ^ n 9 i^S (Microspore) /^i* 
®&Jt*^ie^ S}-(4r^-</l'=¥/V;^Ja ( AspergUlu 

[0 0 2 3] *||0JroJCM^;Ef&^R?fiJ(-tts T$ / 'ft 

^fe(i)x!4^ rog^jiif^^ ixsmw 1 m^m&r\ 

«x.«. #«^FJ. W«^J. 



2,4-y7;i/:^n7i:i;l/ 
4-tKD#->-3-7( h+'>7i 
3-t >-D*->-4-jt h+i/^xn;!/ 
3,4-yjt h*i'7x^;p 
3,4-i'jt h#i'7i=;l' 
2,4-i?i'nn7x^;i/ 
2.4-y-i7nn7x^;v 
hb';7;i/5|-D^^f^;t7ir.^i 
3,4,5-hU;i< h+->7x=;l/ 

3.4.5- bU;<h+->7x=;l' 
2,4,E-N'Jj« h=if->7j.=Jl/ 

2.4.6- b7^ b+i'^xs;!. 
2,4,6- b h*i'7i::ijl/ 

< 5 ^'V 'J )l 

1- ^j •;;!/ 

2- trijt?;i/ 

T5yft-g-t((l)XH^tlP>W:e<©St*«Stt^ 
[0 0 2 4] ^^BJl^^lliS^ffif^^^J^ftl^tft 

^tl(l)Xi4^tbP>W*et L-Ci^ 1 ~1, 500mg. i|#(C^10 

~600mg*5^!f ^ L < . rtL^*[aIS-*J-Xtt»:[Hl(c5>ttT 

mm.fi}i\m\^x^mnh \.x{^m-thWs^\-\i~. 
/^l:^*(l)x^4^^^b®^go«a^4^ %n±mcn\^ 

Xmo. 001~ 5 Si%, m^O. 01~ 1 a*% t L. 10 
[0 0 2 5] 
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ffl (i r i o rfsr $ 5 1 » -c V \ 
[0 0 2 6] 1 {Rmm^A : ^t-^m^^ii&u 

500ml :t— h I — 'f'Pl^. 2-4 5 /V^/WVVt" 
t K (2-imidazolecarboxaldehyde ; AldrichttS) 6. 9 
g (TOmmol) . n-7 y /vj- 5 :/i2. 8 g (69iimiol) . 5 

%Pd- c 2 g st;ftKag=-/v200mi ^ft t5 ix;^, tKSK^ 

(20kg/cm^) m.m.-c2mmmw\.fco mm^m* 

- (n— .df1^>^:f^K3^^/k=2 : 1) iC^iommX^ 
^^ll.Og (i|X*60%) 5r#fc„ 

[0 0 2 7] iH-NMR 6 (ppm) (CDCI3) ; 0. 9(3H, t), 1. 2 
-1. 3(18H,m), 1.4-1.5(2H,m),2.6-2.7(2H,t), 3.9(2H, 
s), 7.0(2H,s) 
MS ; 265011"") 

[0 0 2 8] roefe^fsLOg (S.Smmol) ^12.5%ig 

fc„ ttmi. :i^^/-/l'^Mi±r{c:l'* (20mmHg, 50 
(2.0nimHg, 50°C, 2^^) LT, gfelg 

1.08g (1K*100%) 5r#/to 
[00 2 9] ##^J 2 (S^&S8§B : 'fb'g-!i)#-^26CO^ 

n-y'i'y/UT^Vll.lg (eOmmol) 
y/<:^]) ^1.52 8 (lOmmol) ^lOCml AlS^y;^ 
9 3^^, |ii^T}-i^-^y:?'t3 tVP--t-X/H7. 5nil. Jj<|| 

i^l^L. »:V^-e^}^7y-t°y v^>'itf* (Aldrichttffi) 1.2 
ml (lOmmol) ^106^M^Xl}liX.. Ml- 2 L-fc„ 
5Nitg?12ml^?iTL10^Mag#Lfc^. 5N;!K^ft;-?- 

97^- (n— drf-^ : S^3if-/V=2 : 1) iCitjft 
SLT. Sl5|fe;fgfrB(73N-7'?y/W-3-t Kndri/-4-^ h 
^-y-O-iy/l-r ?: ^2. 6 g (HX*82%) ^#/Co 

[00 3 0] 'H-NMR 6 (ppm) (CDCI3) ; 0. 9 (3H, t) , 1.2 
-1.3(18H,m), 1.4-1.5(2H,m),2.6(2H,t), 3.5(lH,s), 
3.7(2H, s), 3.9(3H, s),6.8(2H, s), 6.9(lH,s) 
MS; 321(M"') 

[0 0 3 1] ##«3 (HlSSKC : ^t^mm^-29RXf^ 

UmUM'P. 2,4-v?^'l=!t3^>'>'^VT5 >-3. 5g (20mrao 
1) , b y :ii9^/VT3; ^'4.0g (40iiimol) ^tF^? n n zj^/V 
AlOml ^100mlAfi7 7 ;^ = {Cft 9 5^;^^, 50~60=CT% 
^ a a 5 ml t^)!^ Lfc 7 •i' y ^VT' a •7-^' K4. 9 g 

(20mmol) ^«#T(-MTL. 6l^rfS5»#Lfco 



: ^^?y-;i.=lO: 1) {Ci^ffiSSLT. ^KfelS 
y /V-2, 4->'^ n u-<yi;^/VT 5 V2. 3 g (IR 
^34%) ?r#fc„ 

[0 0 3 2] ^H-NMR 6 (ppm) (CDCI3) ; 0. 87 (3H, t), 1. 
2-1.3(18H,m), 1.8-1.9(2H,m),2.8-2.9(2H,m), 4. 2(2H, 
s), 7.4-7.45(lH,m), 7.5(lH,m), 7.85(lH,d) 
MS; 344 (M*) 
[0 0 3 3] Z<Dmn-&^Mil.Og (2.9nimol) ^12.5% 

L-fco mW^^^ /-^ly^mmrKW^ (20mmHg, 50 
X:) U (2.0iiimHg, 50t:, 2B§W) bT, ^fife 

^^WN-y ^7 y ,\y-2, 4:-i^^ nn-<yi^jUT 5 V^^S 
1.07g (IR*100%) €r#fc„ 

[0 0 34] niiM 1 mmi(omm) 

'ft:-a-ti#-§-27 0. imitB 

lE^uv-i/y lo.omsifB 
«»/-«7y^v i2.5m*fi5 

y-tyv 21.2S»$|5 

y -fe y V 49. 2ai:gi^ 

It ICQ. OMm^ 

[0 0 3 5] mmm2 (mi(nmm) 

'ft:-g-iSj#-^31 100. Omg 

-itStt y /U^y'i' A 125. Omg 

mm ^ y =■ h y ^7 A lo. omg 

12.5mg 

:^xTy y^-:^ h y 2. 5mg 

If 250. Omg 

[0 0 3 6] cw^imw'n n/it^ 
[0 0 3 7] umm 1 (t,tt*ttwi^) 

(*■&) St-^!?y^-p2EE^fflV^r, «g^ft^i^^50mg 
®ft;^t)#-^26, 27, 30, 31, 40SU?44CD6'fb-^tlSrl9 
(^*) S-¥^4 H S*-CcD-r!i7;^cD<^«i^«^Lfc|g 

[0 0 38] fJii^M 2 (SiX0?g14W«l) 

OT(-*bfc#«a^fflv^T, r5y'f(i-a-fe(i)cDeL« 

• m&mMm ■■ Candida albicans lFO-1385 (C. A-1) 
Candida albicans IFO-1060 (C. A-2) 
Cryptococcus neoformans IFM-40092 (C. N. ) 

• ■■ Aspergillus fumigatus IMF-4942 (A. 
F.) 

Aspergillus niger ATCC-6275 (A. N. ) 

• fiJt^ttM : Trichophyton mentagrophytes ATCC-95 
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33 (T.M. ) 

mm 

fflSffi ; 70%x}*50%^^y-/w-e^Sij<z)Ssp 

IS 1 iDg/ml ^MJg (D^SJS W^70%Xt450% ^ 

fco rro^SlJ^frf??gl*^c^L-c9*co2%1^7'D-x 

^^Ui:i¥mu ±m(Dmmmm5 
h4/^^u~^- m^Kmnim^m rNiT-poo26 
9j ) -egabfco mmmMmx-mix^x^ismmmm 

±«« (MIC ; ng/ml) 



*/jN|S*Pl±«ft (MIC) 
< 3. 13 M g/ml 
3. 13/ig/ml< 12.50Mg/mI 
12.50iUg/ml< 50.00Mg/inI 
50. 00 n g/ml < 100. 00 M g/ml 
100. OOMg/mK 



[0 0 3 9] 
[«2] 



(5i)iiit.ci.^ mm^ jrrtsas-^ 

A6 1 K 31/47 

(72)^BJ# SRI # 

«ftm«»gE*ftBr*f«*^?I*JI| 5 -32 
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